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R 5 =H ,NH 2 

Rg =H ,F J*4 



R 7 = N NR 2 , N NCO2R3 




CI 

R3 A CH 3 , CH 2 CH 3 ,CH 2 CHMe 2 , CHjCClj $ C,-C 5 -# £ 41 £ 1 & ft ft 
R4# H,CH 3 # C,-C 5 ft *«itdttft 
1,2 
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MM£l&J^JSUttoig«g§fl:£$ri7; 
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ijfc 91 =» 



*&8*&~£**ii*{b4tttt*j& 
&XMK&£.nto&9t&m.mx>mm-$i£.xfrM, i9ss, 6 : 35i] 0 a 

(*#JE.W*Afl»£jSfr. » + #tHgiiBjlS3ttt*||aittltr 

»±;L<a{*m^«*io 3tj^^^m^i^ttw> 

* 4 # # jjfr, 1989, 4: 166] o Sg $ it 1992 ¥M & 

~S5*£*, &tt*Afnxti*(*i:#»?*»tt*TH*»ilLiR, 1)0 

2li£¥*3tfffr?53ft*±?htta^I Kobayashi Het al. J Vet Med Sci 1996, 

11:1107], Mwa^^iist^s*3t!R*asie!»»?&«F«. nmxm 

ft$&iIt®fflA^rt@|i£££f*P£Egfl (EM)s $ tfr m * (JM), 

ft^e««(LM)^. 0jp*(TC)*paj!j*fE^i!r«. & + &§^Ji 

» § « # EI fi, JJf K fl 1 £ ft H & $ JK # H « + £ & 5 JL ft 5 M 
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®fr-ft£T8fflf$to*n^*a#S (Sparfloxacin) , (trovafloxacin) 




Ri = CH 2 CH 3 , if W It # Ct-Cj ft t. £ # 3f & * 
R s = H, NH 2 

Rg = HF .R4 





ci 



R 3 = CH 3 , CH 2 CH 3 ,CH 2 CHMe 2 , CH 2 CC1 3 |C, C s W**Jfti<4jftfc 



R4 = H,CH 3 $ Cr c 5 ft * « < 1 4t J£ 8 



1 13c B *P If }£ (Doraagala JM et al. J.Med. Chem. 1991, 34 : 1 142) g g =p ^ Jg 



3 it £ 1-5 & E ft 15 ft (Domagala JM et al. J.Med. Chem. 1991, 34, 
1142), £Pft!$E, r EFH¥8fcI£, -^SSE^^^^T'fett^^J^ 

*S«iiiiiaiTM#ai«lSlS*ll^ft: 




ft^«H%lKl»ffi4«!rW*^tfcS 1:2-4, Ptfc P$ t Is! % 6 /J> B*„ ft £E & 
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^Sft*JttSi*?H4f T 10°C il 80°C g S 1-24 /Jn b* , ® 
ttttttgftgSfti^ftftffl, ft£ftABttffiZ.ft£ft, z,ft, 
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18-35 

Ri = CH2CH3, *fi£$CiC5%%£itJ*&£ 
Rs = HNH2 
Rs = HF 

R3 = CHj, CHiCH3,CH2CHMe2, CH2CCI3 f Q Cs^ig^l^^ & 

R4 = HCft^Ci Cstt*«rtH|jfc8 
n = l,2 

A J A T k 
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q 4 = AA N J Q , = AA N J 
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Q*N NC0 2 Me 
QiN^ ^NC0 2 Et \ / 



21 / \ 

Qi N ^ ^NC0 2 CH 2 CHMe2 



ft*. 0.5%*ftL«ft. 0.15%*»-$ft, 10%g«3rtt»49ii}tt. 0 . 002 
$ a . 10% /j, 4 JUL f» U U4 >H % 0.1% « #. „H- 6.0±0.5o Mh, Mo, M*® *0 
0.1% « % m, P H = 6.8-7.0, Mg> Mp $ to 1% ^ . * « «|Ji « ±t $j 15%, pH = 
7.6~7.8 0 «!KflcjRiD10%ag«f, pH-7.2-7.4o *te«l*iJ£l§ettfS&fcjg 
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: £ JS ft; M g -£ 3 
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ft: Mgal-^^^^ft; CH-1 - « * « JS ft; CR-1 -fft % & « W- fto CPLX- if ft 
»M: LEVO- £^SMg>M: SPLX- i^te^S; JM-£#*j£; LM- ft 6 * 

tt. 4#9i*{fc^^8^ 10. 18> 20> 23s 25 ^, g^tefti 3 FFf^M&£ 
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••• •••• " r • 

I. . : 

• •••»•• 

RMh ******** ttfl**** £»*X&ttA«ftX»ti 

£&#«»&BnikerAM-400±«|£, ft jg & MAT-95 S ft it ft ± & 

#fcBUeHI510S, a*tf*fittjE. ttJi«fffle». **Bitt?|*&A 
200-300 i, WftfS^ftir^^. 



* « 1 1- w n s-6,8- - E-1,4- - s,-7-(4- (2- nt e 3SH- * * «h- $ ft 

£#-3-8K<6) 

4 (I40mg, 0.495mmol) ft l-(2- Pfe P$ £) If # (HOmg, 1.04mmol) # HP ^ Hfc £ 
(10ml)*. ft «MO0 'c fi 4 * tf £S *ft ffi. - A 8 ft/l 1 « ft ft 
Kti£«fttt*$tt(10inl)$j||, Jin A&ft(10ml)j*£tJl$£, ttft. 

T * b m z> m- - ? s ¥ a ® m m &, n * * a @ & wmg (66%). 

m P 243~244°Co MS (EI, m/z) [426*]= 'HNMR (CF,COOD) 5: 1.45(2H, m, Jf^S 
CH 2 ), 1.65 (2H, m, 5F M $ CH 2 ), 4.00(4H, m, 2xNCH 2 ), 4.15(4H, m, 2xCH 2 N), 
4.55(1H, m,3$nm CH), 7.15(1H m; ft « Jf C 3 -H), 7.35(1H, m, % « Jf C 5 -H), 
8.05(1H, m, C 5 -H), 8;25(2H, m, «fc © ^ C 4 -H, Q-H), 9.35(1 H, s, C 2 -H). 
$ S 2 1- ff g-6,8- r. fc-1,4- ~ £-7-(4- (2-« £ « ^M- g ft £ 

#-3-&ie<7) 

$ & H ffc |^ £ & 1 o $ 67%. mp273~274 Co MS (EI, m/z) [427+] „ 'HNMR 
(CF 3 COOD) 6: 1.75(2H, m, Jf M £ CH 2 ), 1.90 (2H, m, Jf p§ £ CH 2 ), 4.25(4H, m, 
2xNCH 2 ), 4.55(4H, m, 2xCH 2 N), 4.85(1H, m, 3* W « CH), 7.45(1H, tn, C r H), 
8.50(lH,ra, Pg^Jf C 5 -H),9.00(2H,m. « P£ Jf C 4 -H, C 6 -H), 9.65(lH,s, C 2 -H). 
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& ft 3 1- JF PI H-6,8- r H-1,4- ~ ft. 7K4 - (2-* * « H - * « £H- ft ft * 

4 (lOOmg, 0.353mmol) ft l-<2-ft * ft ) * * (,21 rag , O.737mmol) » ft =f ft fl£ 
(10ml)*, ftWcfi& 4 /Ml#. «g*£ft*|, ftattfli«*ttftA<, 
S*ft**»*<l<tol)**. *ttffiftftfc*(2xlOnil). *nA2J|i*ltt 

T *. ~^*?^®-^^s^f a ^^n fe@ ^ ]00mg (47%)o 
mp236~238°Co MS (EI, m/z) [427^ 'HNMR (CF3COQD) 5: 1.35(2H, m, *F PI * 
CH 2 ), 1.55 (2H, m, ^^1 CH 2 ), 3.80(4H, m, 2xNCH 2 ), 4.05(4H, m, 2xCH 2 N), 
4.45(1H, m, JF PI « CH), 7.85(1H, s, Pit * * C 3 -H), 8.10(1H, m, C 5 -H), 8.45 (1H, m, 
flt m *F C r H ), 8.65 (1H, m, Aft « ff Q-H), 9.30(IH, s, C r H). 
£ ft 4 1- ff Pi £-6,8- - ft. 1)4 . r %. 1<4r (2 . « ? « ft ft g H . £ H 
' *H-^ft*i#-3-mi&(9) 
» E * ft lo * 67%o mp 247-249 Co MS (EI, m/z) [494*] 0 'HNMR 
(CF3COOD) 6: 1.90(2H, CH 2 ), 2.05 (2H, m, * p| g CH 2 ), 4.45(4H, m, 

2xNCH 2 ), 4.60 (4H. m. 2xCH 2 N), 5.00(1H, m, 3* p| g CH), 7.95(1H, m, C 5 -H), 8.60 
(2H,m, M^C r H,C 4 -H),8.70(lH >S , flit ft JF Q. H ), 9.80( 1H, s, C 2 -H). 

£fts i-ffPi«^8-r.ft-i i 4-rft.7K4-(2-«**).i-«*ltH-ft'ft* 

*-3- St & (10) 

£ ft & ft H £ ft 1 . * 33%, m P 261~26 2 'C» MS (EI, m/z) [432l„ 'HNMR 
(CF3COOD) 5: 1.40(2H, m, *F Pi ft CH 2 ), 1.55 (2H, m, * p§ £ CH 2 ), 3.85(4H, m, 
2xNCH 2 ), 3.95(4H, m, 2xCH,N), 4.45(1H, m^MI CH), 6.90(1H, m, « « *F C 4 -H 
X 7.25(1^ m, m m *F C 5 -H), 8.15(1H, m, C r H), 9.30(1H, s, C 2 -H). 

% ft 6 1- ff m - ft.1,4- - g-7-<4- (hi- ft ft * n m>i- m m>4- m 
ft m*-3-m se (ii) 

$ft*ff;H£ft3. ^ 56%ti mp >275 * Co MS ^ ^ [5I01s 'hnmr 

(CF3COOD) 5: 1.45(2H, m, JF PI 31 CH 2 ), 1.55 (2H, m, *F PI S CH 2 ), 4.00(4H, m, 
2xNCH 2 ), 4.25(4H, m, 2xCH 2 N) 3 4.50(1H, m, *F PI 3S CH), 7.15(1H, m, 4 nf JF C 3 -H 
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), 7.60(1H, m, « * * C 5 -H), 7.95(1H, s, ft 0? £ CrfX 8.15(2^ m, tfif "* Cs -H, 
Q-H ), S.40(1H, m, ft 0? 3* C r H), 9.30(1H, s, C r H). 

$&7 1- ^ S-5- U £-6,8- - *-l,4- r (2- « © * « g). 

4-&ftftB*-3-&K(12) 

5 (lOOmg, 0.336mmal) ft [-(2- Rfc « S) PJjS $ (2l5mg, 1.32mmol) ft & T « P* 
(10ml)*, £l00*C£g5*Bf. ^S^ffll^^^g 

ttfiftftttftftttoomi)**. am, mmmtkmrn^m^^ a 

®fi£ f F B #&3ffc®# lOOmg (67%). tnp250~251 C. MS (EI, miz) [441 4 ], 
'HNMR (CF 3 CO0D) 8: 1.25(2H, m, * R * CH 2 ), 1.45 (2H. m, 3* ff * CH 2 ), 
3.75(4H, m, 2xNCH 2 ), 3.95(4H, m, 2xCH 2 N), 4.25(1H, m, J* M £ CH), 7.00(1H, m, 

* S 3^ C 5 -H), 7.30(1H, m, Pft « * C r H), 7.85(1H, m, « « Jf c 4 -H), 8.05(1H, m, 
PttB$^C 2 -H), 9.lO(lH,s,C r H). 

$ & 8 1- 5F M £-5- & g-6,8- r S-1,4- ~ H-7-(4- (2- (5- = ft ¥ £ *t £ 
*)M-*»*M- 03) 

5 (78mg, 0.26Immol) ft U (2- = «?««««)«« (230mg, l.OOmmol) » ft 
^ HtttOQmi)*, £ ioo •cfias/hW, 

**s»a«<k«*»«(iomi)»«p, &a#r# ^ajtfttt 
*. »*(iomi). mitK^^PjpH=3 f ai«4^»«t*, ^it^^ffl 

^«HfeH(*40mg(30%)„ m P 263~264°Co MS (EI, 
m/2) [509^. 'HNMR (CFjCOOD) 5: l.30(2H, m, J* P! £ CH 2 ), 1.50 (2H, m, * W 

* CH 2 ), 3.85(4H, m, 2xNCH 2 ), 4.10(4H, m, 2xCH 2 N), 4.30(1H m, JF M £ CH), 
745(lH,m, Plk«JfC,.H),8.15(lH,ia 1 Pit « i*C 4 -H), 8.25(1 H, s, « j£ * C,H), 
9.10(lH,s,C 2 -H). 

£ & 9 1- *F W £-5- M £-6,8- - fc-1,4- r S-7-(4- (2-1$ £ £>1- l£ # y4r . g 
ft #-3-^8(14) 

H f£ 1*1 $ & 8 0 54% 0 mp274-275'Co MS (EI, m/z) [442% 'HNMR 

(CF 3 COOD) 5: 1.20(2H, m, * W £ CH 2 ), 1.40 (2H, m, * W £ CH 2 ), 3.75(4H, m, 



11 



2xNCH 2 ), 4.15(4H, m, 2xCH 2 N), 4.30(IH, m, n S CH), 7.00 (1H, m, ® i£ J* C 5 - 
H), 8.60(2H, m, P$ P£ JF C 4 -H, C 6 -H), 9.10(1H, s, C 2 -H). 

& & 10 1- JF M £ 3S-M- r m-1,4- - t-7-(4- (2-* « HH- « * SH- 
^ ft ««#-3-^ 11(15) 

& ffc El £ tt 7 0 ft $ 47 %„ mp293~294°Co MS (EI, ra/z) [4421 ° 'HNMR 

(CFjCOOD) 8: 1.25(2H, m, JF M £ CH 2 ), 1.45 (2H, ra, *F M « CH 2 ), 3.70(4H, m, 

2xNCH 2 ), 4.00(4H, m, 2xCH 2 N), 4.25(1H, m, *F W * CH), 7.85(1H, s, Ptt « *F C 3 -H 

), 8.40(1H, m, ft « JF C 5 -H), 8.60 (1H, m, Pffc $ JF C 6 -H), 9.10(1H, s, C 2 -H). 

$ Hi 1 1- * PI S.5- £ lt-6,8- H fc-1,4- Zl S-7K4- (2- « « 3£>-l- « ft £>■ 

4-^ftitl#-3-tK(16) 

& ft 1^ $ & 7o -J* 6 $ 56%, mp267~268°Co MS (EI, m/z) [448^0 'HNMR 
(CF3COOD) 5: 1.25(2H, m, if M S CH 2 ), 1.40 (2H, m, Jf M * CH 2 ), 4.80(4H, m, 
2xNCH 2 ), 3.90(4H, m, 2xCH 2 N), 4.25(1H, m, JF P§ S CH), 6.90(1H, m, lg J* C 4 -H 
), 7.20(1H, m, g « JF C 5 -H), 9.10(1H, s, C r H). 

& « 12 1- if w ».6,8- r it-i,4- - s-7-(4-2. a si * -1- m m sm- & ft 

£«*-3-$86(18) 

17a (R, = JF R S , R, = R 5 = H, R g = F, n = 1) (40mg, 0,1 15mmol) m M & 0. 1 B fa 
WS*fktt**S« (4ml) <£, # £|J K| 0°C . jffl A & ¥ m Z m (24mg, 
0.221mmol) o 0°C £ & 30 # £M£j£l/hB*o2igftHc£&«jaB&B 
ffcflJpH = 3~4, IMfi(3xl0mI)^ifc o ffc & ffl 7j^ {& ffl * 

30mg ® ft (63%). mp228~229°C 3 MS (EI, m/z) [42 1^, 'HNMR (CDClj) 5: 
1.30 (3H, t, J=7Hz, CH 3 ), 1.65 (4H, m, JF M S CH 2 CH 2 ), 3.35(4H, m, 2xNCH 2 ), 
3.65(4H, m, 2xCH 2 N), 4.00(1H, m, JF M S'CH), 4.20 (2H, m, J = 7Hz, OCH 2 ), 7.95 
(Hi m, C 5 -H), 8.80( 1H, s, C 2 -H). 

£ & 13 1- JF?f 5-6,8- r fK-1,4- - a-7-(2-f g-4-Z. #C £' g -1- * * S)-4- 
& ft It «*-3-&&(19) 

17b(Ri= JF M £, R 5 = H, R4= CH 3 , Rg= F, n=l) (50mg, 0.138mmol). Iflil 
(30mg,0.271mmol)o it ft |W] £ 9£ 12o $ 83%o mp225~227*C, MS (EI, m/z) 
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HSSlo 'HNMR (CDCI3) 5: 1.25 (3H, t, J=7Hz, I * CH 3 ),7.35 (3H, 9g $ 

J* CH,), 1.65 (4H, m, 3* M g CH 2 CH 2 ), 3.35(7H, m, 2xCH 2 N, NCH 2) NCH), 3.95(1H, 
m, i* pt g CH), 4.15 (2H, m, J = 6Hz, OCH 2 ), 7.95 (1H, m, C r H), 8.80(1H, s, C 2 -H). 

«#-3-&|&<20) 

17c (R,= Jf M , R4= R 5 = H, R 8 = F, n =2) (50mg, 0.138mmol), 
(30mg, 0.271mmol), &ftEg&l 2a ^^75%, mpl76~177 <> Co MS (El, m/z) 
[4351c 'HNMR (CDClj) 5: 1.25 (3H, t, J=7Hz, 7L S CH 3 ), 1.65 (4H, m, 5f M « 
CH 2 CH 2 ), 2.05 (2H, m, ^ 1* 3* CH 2 ), 3.6O (8H, m, 2xCH 2 N, 2xNCH 2 ), 4.00(1H, m, 

^ * CH), 4. 15 (2H, m, J = 7Hz, OCH 2 ), 7.95 (1H, m, C 5 -H), 8.80(1H, s, C r H). 
£ & 15 1- ^ S-6,8- r fc-1,4- r §-7-(4-# T H Se S -l- 9r H in- fj, 
ft**-3-^|6(2l) 

17a (40mg, 0,1 15mmol), U ¥ Wl # T SB (30mg, 0.220mmot)o & ft |^ £ & 12„ 
$ 90%o mp215~217 , Co MS (EI, m/z) [449+]. 'HNMR (CDC1 3 ) 8: 0.95 (6H, d, 
J=7Hz, 2xCH 3 ), 1.25(2H, m, 5f ^ g CH 2 ), 1.30 (2H, m, JfSl CH 2 ), 2.00 (1H, m, 
Jl T & CH), 3.35(4H, m, 2xNCH 2 ), 3.65(4H, m, 2xCH 2 N), 3.90 (2H, d, J=6Hz, OCH 2 ), 
4.00(1H, m, J* E m CH), 7.90(1H m, C 5 -H), 8.80(1H, s, C 2 -H). 
$ & 16 1- 5F M £-6,8- r Ht-1,4- r g-7-(2-fP £-4-*P IH-l-lf g>4- 
SCtt£S*M-&g(22) 

17b (50rag, 0.138mmol), U ¥ $ £ & (26rag, 0.276mmol) o & ft R $ & 12, 
7* ^ 78%o m P 229~230C, MS (El, m/z) [42 1 + ], 'HNMR (CDCI3) 5: 1.15 (2H, m, 
W M * CH 2 ), 1.30 (2H, m, J* M g CH 2 ), 1.38 (3H, t, J-7Hz, m # $t CH,), 3.35(7H, 
m, 2xCH 2 N, NCH 2 , NCH), 3.75 (3H, s, OCH 3 ), 4.00(1H, m, ^il CH), 7.90 (1H, m, 
C 5 -H),8.80(lH,s,C r H). 

& & 17 1. * n g-6,8- ~ fc-i,4- r §-7-(4-f H It g -1- * £ g ft 
£»*-3-&g(23) 

17a(40mg > 0,115mmol), & ¥ SI (26mg, 0.276mmol) o $ft|^$&12o 
m 75%o mp204-205°C. MS (EI, m/z) [407% 'HNMR (CDC1,) 5: 1.15 (2H, m, 
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91 m CH 2 ), 1.30 (2H, m^mm CH 2 ), 3.35(4H, m, 2xNCH 2 ), 3.65(4H, m, 2xCH 2 N), 
3.75 (3H, s, OCH,), 4.00(1H, m, Jf= ft £ CH), 7.90 (1H, m, C 5 .H), 8.75 (1H, s, C 2 -H)o 
£gl8 i-^W»«--*.l f 4--« r 7K4.#T*«*.Ht*#*H-* 

ft£#-3-£ft(24) 

17c (50mg, 0. 138mmol) , ft ? $ # J SB (37mg, 0.270mmol) „ & ft ^ $ ft 1 2 „ 

r ¥ 63% o mpl76~177°Co MS (EI, m/z) [463^0 'HNMR (CDCIj) 5: 0.95 (6H, d, 

J=7Hz, 2xCH 3 ), 1.15(2H, m, *F Pf * CH 2 ), 1.30 (2H, m, 5f ^ £ CH 2 ), 2.00 (3H, m, 

# T g CH, Hi ft ft CH 2 ), 3.60<8H, m, 2xNCH 2 , 2xCH 2 N), 3.85(2H, d, J=7Hz, 

OCH 2 ), 4.00(1H, m, Jf j?3 £ CH), 7.90(1H, m, C 5 -H), 8.75(1H, s, C r H). 

£ » 19 1- Jf g-S- ft g-6,8- - ft-1,4- r ft-7-(4-Z, ft ft S -1- ft ft 

4-ftftftl#-3-&l&(25) 

17d (R, = 5f M S , R4 =H, R 5 = NH 2 , R g = F, n = 1) (50mg, 0,137mmol) , ft f & Z, 
SI (30mg, 0.270mmol)„ & ft H £ ft 12. + 75% 0 mp283~284 C» MS (EI, 
m/z) [436lo ] HNMR (CDC1 3 ) 8: 1.05 (2H, m, ^ 91 £ CH 2 ), 1.20 (2H, m, Jf M * 
CH 2 ), 1.30 (3H, t, J=7Hz, CH 3 ), 3.30(4H, m, 2xNCH 2 ), 3.60 (4H, m, 2xCH 2 N), 3.90(1H, 
m, M S CH), 4.20 (2H, m, J = 7Hz, OCH 2 ), 8.65 (1H, s, C 2 -H), 

% & 20 1- jp M g-5-ft g-6,8- - ft-1,4- r S-7-<4-# T ft m m -1- ft ft * y 

4-ftftftl#-3-ftft(26) 

17d (40mg, 0,1 15mmol) . ft ? g # T SB (37mg, 0.270ramol)o & ft R £ ft 12„ 
7* 4 70% o mp257~258°C, MS (El, m/z) [464"] » 'HNMR (CDC1 3 ) 6: 0.95 (6H, d, 
J=7Hz, 2xCH 3 ), 1.05(2H, m, J* M SCH), 1.25 (2H, m, 3* ^ £ CH 2 ), 2.00 (1H, m, 

# T £ CH), 3.35(4H, m, 2xNCH 2 ), 3.65(4H, m, 2xCH 2 N), 3.95(2H, d, J=6Hz, OCH 2 ), 
4.10(1H, m, ft n IS CH), 8.65(1H, s, C r H). 

£ ft 2 1 1- if Pi g-S-ft £-6,8- Zl ft-1,4- H ft-7-(4-«f> ft ft £ -1- ft ft «H- 
£ft£tt-3-£ft(27) 

17d (40mg, 0,115mmol), ft ? ft ft (26mg, 0.276mmol)o & ft |^ & ft 12* 

* 69% o mp277~278'C<. MS (EI, m/z) [4221c 'HNMR (CDC1 3 ) 1.05(2H, m, M 
£CH 2 ), 1.25 (2H, m, Jf Ml CH 2 ), 3.35(4H, m, 2xNCH 2 ), 3.55(4H, m, 2xCH 2 N), 
3.75(3H,s,OCH 3 ), 3.95(lH,m, Jf M * CH), 8.75(1H, s, C r H). 
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& & 22 l- jf n m-s- m - a-1,4- r §-7-(4-z, n « m -1- a « $ my 

4-&tt£l#-3-&ft(28) 

17e (Rj= *F M , R,=H, Rs= NH 2 , R 8 = F, n =2) (50mg, 0. 1 37mmol) , & ^ ft 2, gg 
(30mg, 0.271mmol)o & ft |sj $ 12 0 $ 60%, mp216-217Co MS (El. m/z) 
[450 + ] o ] HNMR (CDCIj) 8: 1.05 (2H, m, Jf ^ £ CH 2 ), 1.20 (2H, m, *F Pi * CH 3 ), 
1.28 (3H, t, J=7Hz, 2, £ CH 3 ), 2.00 (2H, m, M ft * JF CH 2 ), 3.45 (4H, m, 2xCH 2 N), 
3.65 (4H, m, 2xCH 2 N), 3.90(1H, m, JF M £ CH), 4.15 (2H, m, J = 7Hz, OCH 2 ), 
8.50(lH,s,C r H). 

£ ft 23 1- 2 £-6,8- - M-1,4- - £-7-<4. £ & $ £ -1- ft £ £>4- £ ft * 
3- & ft (29) 

17f (R,= 2 £, , R4= R s = H, Rg= F, n =1) (70mg, 0.208nunol) , it ^ ft £ SI (40mg, 
0.380mmol), &#E£|frl2, J* $ 53% 6 mp248~249 Co MS (EI, m/z) [410*)o 
'HNMR (CDC1 3 ) 5: 1.30 (3H, t, J=7Hz, £ 2, £ CH 3 ), 1.30 (3H, t, J=6Hz, ft 2 £ 
CHj), 3.40(4H, m, 2xNCH 2 ), 3.70(4H, m, 2xCH 2 N), 4.20 (2H, m, J = 7Hz, OCH 2 ), 4.50 
(2H, m, J = 7Hz, NCH 2 ), 8.00 (IH, m, C 5 -H), 8.60(1 H, s, C 2 -H). 

& ft 24 1-2 £-6,8- ~ *-l,4- " t-7-(4- * T £ M £ -1- ft * £)-4- & ft 
£l#-3-&ft(30) 

17f(70rag,0.208mraol), & ¥ ft # T St (52mg, 0.380mmol)n Hf£E|2£ftl2o 
J* $ 55%o mp261-262 "C, MS (El, m/z) [438 + ], 'HNMR (CDC1 3 ) 8: 0.95 (6H, d, 
J=7Hz, 2xCH 3 ), 1.55 (3H, t, J=7Hz, ft 2 ft CH 3 ), 1.95 (1H, m,#Ti CH), 3.35(4H, 
m, 2xNCH 2 ), 3.75(4H, m, 2xCH 2 N), 3.90 (2H, d, J=6Hz, OCH 2 ), 4.45 (2H, m, J = 7Hz, 
NCH 2 ), 4.65(4H, m, 2xCH 2 N ), 8.00 (1H, ra, C 5 -H), 8.60(1H, s, C r H). 

% ft 25 1-2 £-6,8- - rn-i*. - %-H4- fin.i.«i my± M. ft >i 

lfc-3-ftft<31) 

17f (70mg, 0.208mmol) , ft f ft *p g| (40mg, 0.417mmol), & ft ffl £ & 12 „ /*= 
* 49%, rop242~243*Co MS (EI, m/z) [396*] , 'HNMR (CDC1 3 ) 8: 1 .65 (3H, t, J=6Hz, 
M. £ £ CH 3 ), 3.35(4H m, 2xNCH 2 ), 3.50(4H, m, 2xCH 2 N), 3.55 (3H, s, OCH 3 ), 
4.45(2H, m, J = 4Hz, NCH 2 ),'8.00 (1H m, C 5 -H), 8.60(1H, s, C r H). 
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3-$g(32) 

17g (R,=Jf M m, , R,= R 5 = R 8 =H , n =1) (70mg, 0.21 lnunol) , &WMZ,m (40mg, 
0.368ramol)o « # jl] $ & | 2o j* ^ 5 9%o mp > 295'c MS (El, m/z) [403^ o 
'HNMR (CDC1 3 ) 8: 1.20(2H m, M g CH 2 ), 1.30(3H, t, J=7Hz, CH 3 ), 1.40 (2H, ra, 
5* M £ CH 2 ), 3.30(4H, m, 2xNCH 2 ), 3.50<1H, m^MI CH), 3.70(4H, ra, 2xCH 2 N), 
4.20(2H, d, J=7Hz, OCH 2 ), 7.35 (H, d, J = 7Hz, C 8 -H), 8.05 (1H, d, J = 7Hz,C 5 -H), 
8.75(lH, S) C r H)o 

£&27 i-*ftm^n,-H4-wT%mm-ummmyi,4--n-4-&Km 

17g (70rag, 0.21 lmmol). U ¥ & % T SI (50mg, 0.367mmol)o £| f£ £ ^ 
12, r m 55% 0 mp 286~287'Co MS (EI, m/z) [431*]= 'HNMR (CDC1 3 ) 5: 0.95 (6H, 
d, J=7Hz, 2xCH 3 ), 1.20(2H, m, J$ ?l M CH 2 ), 1.40 (2H, m, JF M S CH 2 ), 1.95 (1H, ra, 
# T S CH), 3.30(4H, m, 2xNCH 2 ), 3.50(1H, m, % ft £ CH), 3.70(4H, m, 2xCH 2 N), 
4.90 (2H, d, J=6Hz, OCH,), 7.35 (H, d, J = 7Hz, Cg-H), 8.05 (1H, d, J = 7Hz, C 5 -H), 
8.75(lH,s,C 2 -H)o 

&&28 I-JPMS-6-it-7-(4-¥^SI«-l-*ilSH,4--m-4-1Cft*«»-3- 

wm (34) 

17g(70mg, 0.21 lmmol), U ¥ ® ¥ H (40mg, 0.432mmol)o &f£l^$&12o 
^ $ 61%o mp 282-283 Co MS (EI, m/z) [389 + ], ] HNMR (CDC1 3 ) 8: 1.20(2H, m, 
*F M m CH 2 ), 1.40 (2H, m, 3* n « CH 2 ), 3.30(4H, m, 2xNCH 2 ), 3.50(1 H, m, M 
m CH), 3.70(4H, m, 2xCH 2 N), 3.75(3H, s,OCH 3 ), 7.40 (H, d, J = 7Hz, C 8 -H), 8.05 (1H, 
d, J = 7Hz, C 5 -H), 8.75(1 H, s, C 2 -H)„ 

£&31 l-i*-6-»-7-(4-2.mm«-l-*#«)-l,4--m-4-^ftltl#-3- 
$ m (35) 

17h (R,= 2L m, , R,= R 5 = R 8 =H , n =1) (70mg. 0.219mmol), ft ¥ $ £ @§ (40mg, 
0.368mmol) o H ft ^ $ & 12* j* ^ 59%o mp > 295°Co MS (EI, m/z) [391 4 }, 
'HNMR (CDCI 3 ) 8: 1.30 (3H, t, J=6Hz, ft £ * CH 3 ), 1.65 (3H, t, J=6Hz, & £ g 
CH 3 ), 3.25(4H, m, 2xNCH 2 ), 3.50(4H, m, 2xCH 2 N), 4.15(2H, m, J = 4Hz, NCH 2 ), 
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3.70(4R m. 2xCH 2 N), 4.90 (2H, d, J=7Hz, OCH 2 ), 6.85 (H, d, J = 7Hz, Q-H), 8.10(1H, 
d, J = 7Hz, C 5 -H), 8.6S(1H, s, C r H) 0 
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